95-161726/21 BG2 BOOT93.iO.13 
BOOTS CO PLC *W0«1QS21-AI 
91iai393GM21l62 ^«-2»;CJm)487^,A6IK3l/a5{Ct)7D 

New and use of l,2,4-triamlc{I,$-afj>yrimirinie cpds. - for 
treatment and/or prevention of seizures, epilepsy and neurological 
damage e.g.strolu, bain trauma, head injury or haetnorrbage (Eos) 
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1 A4Hria2Dlo[l>a]pyrinwfiDe cpds. Of tbnrnia (II) and their salts arc 

Ri -Horl-^Calkyl, l-6CaIkoxyor I-6CallcanoylopLsubstd.by 

oneor more of halo, CN.OHwNHs 
Rj.Rj -Horl-6CalkyU-6CaIlooxy, l-fiCaftanoyL 1-^Calkylfluo. 

crnK)rcofhaio,CN,OHor^; 

R*Ri - H, 1-aaDfyLoptsnbstrl rr/oroorrnoreof halo, CN, OH, 
NH,orl-6Calkylor 

|W0MI!K2!-A+ 
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CRJ^ = 3-6Ccyc!oall£ylit^cpt.suhs^byoneQf rrm;Qfhalo, ' 
CN,OH,NH,oil-6Call 9 l; 

R*. R,. Rs = H. halo. OH. SH, CNor l-6Calkyl I-6C aflanoyL H5C 
atey. 2-iCaIkoxycanxniyJ, carboxy, 1 -6C alkanoyloxy, 
l-6Calkyfthio. 1-6C alkylsilphinyl. l-6Calfylailphonyl, 
1-6C allylsuhtaylarfiino. sutrtemoyL carbamoyl £6C 
aBcykarbarnoyl or 1 -6C alknoyhmino opJjihaLtryone 
orrnoieofltato,QV.OHoraimrK)andaByNatomisoA 
sutstdbyoneormorei-oCaliyl; 

with the proviso that if R,, RJl,, R, and R, ■> H; Rj - Meand either 

Ri, R7 0 H or R* - 4-chtao and R, is H or 2-chkao then cpd. qi) is 

noiaracemate. 

^ Alto diimalfethe use of cpds. (1), which arc cpds. (11) excluding 

m 

Cpds. (T) and (D) can be used for the treatment, prophylaxis 
ami/or inMjit)OTrf$aniies,EEurobg^ 
arid/or conditions in whiA there is neurological damage, eg. stroke, 
brain turnour.head injuries and haemorrhage. Cpds. (I) and (D) 
potentiate OABA-A transmission and/or activate neuronal K* 
channels. 

Admin, may be oral rectal parenteral or topical Typical unit 
dosageis 1-l^OOmg.pref.S-SOOmg. 

SPECfflCCOMPOUNDS 
2lcp&fT}areclairnede.g: 

a]pytrmtdine; 

7^1^•duW4■ih^>rqiter^y)dhyll-U4- triaiok>[l,S- 
aJr^Trandine. 

PREPARATION 

Cp(kOOarepepiasrcilows(chirnaI): 
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EXAMPLE 

1.12$ of 4-flnorophenol was added to a stimri suspenses of 0l48 
g of NaH m 35 ml of dry 1 ,2-dhralhoxyethane. Tie mixt was stined 
at room temp, for Matins., then a som. of Z27 g of7-<l-tajmodliyr> 
l,^44i^lo[l,5-alpjTinijdincin 85 ml of dry 1,2- 
aSmclioxyethaite was added dropwise. The niixt was stirred al room 
temp, for 24 Ins.. The NaBr was removed by Station. 

The solvent was evapd. and the residue dissoi ved m CHA and 
washed with 200 ml of a 5% aq. sok of KaOH, fallowed by water. 
Themganiclayer^ 1.03gof 
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